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CR 4 (R 4 (±7K^t tzliW-^ZtlX^X & i«T^^r^) ) 

(2) Afi5£: 
Kb 3] 

-^stta _his (i) mmoit&m, ^<Dmm±w&-£ti&M.ttzi±^tib<D 

(3) At±-C (CHs) 2-Xh%>, _hffi (l) EtOf^ft, ^<7>«JifF#£ *x£:& 

(4) R 1 jSi^R^i^^^fl^LT, 7jC*, m&T^JrfrXW&Ztix^X i> iV>T 
; R 3 «zK#* f:li7 5 ^ ; X«N £ fciiC R 4 (R 4 «7Kft, «7;V^;K S^ttfijR 

r ;v ^ tft $tLtv^u^7?y tit $ tifcf 1 7 jv^p ^) -e&&, _hfe (1) 

(5) R 1 j; zfR 2 lit ^ fi^ffi^AL Lt, j&^T;v^;^t?tt^^^-cv^^ iv^y^ si& 
MiT^^fr, ttzm&B.T fr^-^xWM^ tLTV^Tk iV^|^P4 ~ 6Mlt^T5 J ; R 3 

tfzii^tibvmnffiWo 

(6) Af±:£:-C (CHs) 2- ; R 1 j3 J:^R 2 ii^tL-T^S:LT, 

,t7;v^^ttt$itt^tuv^7^ yi&m.r^^^tfz^i&m.r^^^xm^iix 

^X i> X^mm 4 - 6 mmKT ^ ; ; R 3 Ji7K*£^iT2- y ; XliNJ fzltC R 4 (R 4 
li**, f£ft7;V^iV, Jfctttt7^^;VT«$tLTV>TUV»7 5 7-t«$tL^ 

«r;v^;v) _bf5 (l) fsmo<b^, *-<*>»8SJhtt#3*i.S:ffi£ fcte-etLfco 

(7) Z + fi (Z - 1) X7F-2ti&^ ; RMif&mT^^r^^g^^^TV^T^ J:v>7 5 J 

i&m.Tfr*)\'X'&&, _tta (i) tam^t^, ^§ygjiif#£ti£:!&tfc&±^ti<bo 

(8) A« : - c (ch 3 ) 2- -e^tis^ ; z + ii (z - l ) X'7F$ii&m ; RMi 
fef7^^^ft$tLTv>tUv^75 7'"eit§tL^«7^^;i'^i>, ±IB (l 

(9) A (4^: : -C (CHs) 2- -e^£tL&^ ; Z + {± (Z - 1 ) tL*» ; R 1 (4 
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(10) Ait$: : - c (ch 3 ) 2- r*m-£ti& & ; z + f± (z - D T^^fL^,^ ; r 1 

it- (CH 2 ) 2 NHCH 3 t*4, ±15 (1) Ett^-fr*. -tOJHUiH^S tL**t 

(11) At±^: : - c (CHs) 2- -e^$ti£S ; z + fi (z - i ) x^zti&m ; R 1 
lifttr^^^t-it^ tLtv^t ^ i v^id 4 ~ 6 If tr 5 / 1:^^ , ±15 (D ism 

(12) Z + \t (Z - 2) t^£tL&X; R 3 liT$y-e^^. ±15 (1) 15^^^%, 

(13) Af±5£ : - C (CH 3 ) 2- ^£tL&* ; z + ti (Z - 2) ^$tL&& ; R 3 

liT^t^,^, ±i5 (i) mwwik&m, ^<7)mm±wmzti&i&ztzi$^tib<D>mm 

(14) Af±^: : - c (ch 3 ) 2- ; z + (± (z - 2) xmzti&m ; R 2 

iiTlc*. - (CH 2 ) nNHCHs (n{il-5©lt) , - (CH 2 ) pCH (CHs) N 
H 2 (pl±l~50li) t ?zli£XTl<Z7F-£tiZ>\s>irtifr<Dm : 



; R 3 (i7K*4fc{iT5 y ; XiiNt fcteCR 4 (R 4 «7K*. i&mr^^^t tzit^mr 
;v^;i/-ea^$tLTV^T^ iv^T? y-ee^^tLfcMT^^r^) tr&&, ±15 ( 1 ) 15 

(15) Ai±^: : - c (CHs) 2- -e^£ti&^ ; z + (i (z - 2) -ctp §tii>S ; R 2 

ii- (CH 2 ) nNHCHs (n(il~5©it) ; R 3 f±T 5 7 ; XiiN^&£. ±15 ( 

(16) Afi5£ : - C (CHs) 2- -e^$ti&^ ; z + ti (z - 2) x^^fi^m ; r 2 
fi- (CH 2 ) sNHCHs ; R 3 ti:75y ; X{iNt?ab*±|B (1) I5«0^%> f^S 

n±st# $ ti & m. * ± it * ft h <d mmm ® 0 

(17) Ate^ : - c (CHs) 2- ^TFZii&m- ; zut (z - 2) x^^fi^m ; r 2 
ttfit7;^;v-ett? fttv^t i v^ft 4 ~ 6 Ittr 5 y ; R 3 it7mttzitr ^ 
7 ; XtiN^fiC R 4 (R 4 {i7k*. f tafil7;v^jv) ±15 (l) mWLOlk 

&m , ^<DMm±^^ti^Mttzit^rfhh(D mmn m o 

(18) Af±5£ : - C (CHs) 2 - -^£tL&^ ; Z + {± (Z - 2) ; R 2 
ifcliCHT*5, ±15 (1) SBtt^frg-tk *<a»±W#3:fc*:!tt£fctt**Lfc<&» 

(19) At±3* : - C (CHs) 2- -c^StL&S ; Z + (S (Z - 2) "C^£*LS3k ; R 2 
}±7jc*. ; R 3 (i7R*f fctt7 5 y ; XliCR 4 (RUti&mT^^)Vttziii&mT^^^ 

t*ttj|$*itv>tUv^7^ttti^^ftil7JV ;3 f;i/) -e&£±ie (i) ism^lfc^ 

(2 0) ±15 (1) ~ (19) 00^-f tlfrKfiM<Dft&®, *<Z>WM±ft®Ztl&i£.*1z 

(21) ffimn-?$>z>. mim2 o%m.<ommm.i&mo 

(22) ±i5 (i) ~ (19) <D^~rtifr\,zmm<Dik&m, ^<Dmm±wm-^ti^ttz 

it % ft h co i«f n m oo > * # * & =t / 4 tz it r $ y $ ft*:* fr&to o 
[S&9§<&8r*] 
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-5) o 

^IR^^fefL-C^i** 2^<7>^£j§:f*U &IL<li- (CH 2 ) m- (mt±l~6 
s ffi L < ti 1 ~ 3 O^^c) -e^^^L-So 

&2fffi<7^£«U = CH 2 , =CHCH 3 , = CHCH 2 CHs. =C (CH 3 ) 2, =C 
H (CH 2 ) 2 CH 3 ^ =CHC (CHs) zi)^m^fH> 0 

;v (ffl : -^y £fz it , ®t7;^'jf> (M:=CH 2 ) , l/;(±RS2ai 
<7)jfi:®7;V^l/>- (W\- (CH 2 ) m- (m : 2ifcli3) ) /5 s M^$tL^,^\ jfiL 



L < (4 c i~C3 t;^;k #&c$f£ L< {±^^;ve^^ 0 -J-fcfc-fcAiiiRrKjSPS L< (4 
, "=C (CHs) 2"-C&£o R a *J:a f R b 3&*, -ti:^otR|2£li<?)ftft7^tl/> 

z + a, itrfia (z-i) t7t»4 (z-2) -e^£ti&^-e&& 0 

R 1 i3 4^R 2 (4^^-rtL^LT, 7}cfS, i^?^v^Uv^7^«7;^JK 

4/;i±iljfc$tLTv^T4 4v^^T5 ye*-5> 0 

rit$ltt^tUv^7^tt7;^;vJ «tMi LTii, ft»7;^)V (W : 

R 1 ^ nt&Sfr-r^Tfc iv>75 y«r;v^r;vj KL<a, - (c 

H 2 _) mNHCHs (m(4l~5, $f * L < (4 1 ~ 3 (DW^k> L < tt 2 T?**o ) 

R 2 ^ r«^tL-cv>T^ 4v>r^ /®mr;v^;vj jffiKit - (c 

H 2 ) nNHCHs ( n {4 1 - 5 , £P* L < (4 1 ~ 3 L < {4 3 X-$>& 0 ) 

- (CH 2 ) pCH (CHs) NH 2 ( p (4 1 ~ 5 „ &H<lil-3«, 
JL<li2t^So ) "C&ZtL& 
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ra&Rrsyj it, mm, ^muttz^mm<D, » m: 4~7jt) i^a^st 

(M: 8~i 01) tor^mu tSoiM^ t Lt7 5ycoNJSWt§ 
5 y J4J: ^flKMT^tiT^^o 



, S 1 ^ L<iiN-e^^o x# s c R 4 <75i§£\ rtl?Htv^UvMaa7;v^;pJ <7>g 
ititLTIi, fii7^^r^tt$tL-cv>TU^75y, t: K n ^ v & $ tt 

S* 1 , L< {ijfi:mT;^^;H?g^$tLTV>T^ iv>75 J (« : NH2, NHCHs) 
-e&& 0 R 4 {±0iL<(4, 71c*, fil7;v^fjv ($1 : yif-;^) , jS^T;v^;vT 5 y i& 
Ml7)V*)V (M : -CH2NHCH3, — CH2CH2NHCH3) ^X&*), <£ W£L< 

(i) nut L^mffi.*&TfcMm-r&o 

(1) R^iyfR^^iiftiiiLT, 7X31, frf7;^;K"gft$^tv^Uv>7 
5 yi&mr f £{4ffi^T;v^;v-cg#|$*L-cv>T 4W&f[]4 ~ 6M«tT5 y 
; R 3 {±7X*t7tf±T5 y ; X{4N$£f4CR 4 (r 4 {±t1c*, &M.7 fr*)Vttzl±i&m.7 

^^^xm^^^x^x^ x^r < yxmrn^^tzmRr^^^) x^^m^ko 

(2) r i & jLZfRZii^tintm+LLx, im&T^z-^xmM^tix^x^ X 

I&t;v^;k ttzm&m.7fr*)UxWW!:-£tix^xi> £^i&m4-6Mm£T< ; ; R 3 

(3) Afi5£:-C (CHs) 2- T'^^^^,^ ; R 1 & XXfR 2 {±^fL^fh^^L\^X, j& 

m 7 )\y * )v x £ ft x v > x i> x v > 7 5 y 7 ;v * ;v £ tz (± i&ii 7 ;v * ;v « jfe $ ft x 

^X*> J:v«4-6lift7 5y ; R 3 }47X*3: fettT 5 J ; X &4N i; ;t{4 C R 4 (R 4 
I7jv^ji/) -e^^^-^-o 

(4) Z + 54 (Z - 1) X7F%tL2>^Xtb&i§i&, U f L < teR^iMT^^-Cggl^ 
tL-cv^T^) iv>75 yf&,1&7;i^;i^& *K i UjgF4 L< (iA{±^; : -C (CH 3 ) 2- 
X7F^tiZ>^Xlb& 0 Z bfcU£L<l±, R 1 fi— (CH2) mNHCHs (mlil~50 
&&) -e*i9, mmtL<l±m&2X*&& 0 

(5) z + J4 (z - 1) xm^ti&^xh&Wii?, u*. t< t4A(4^; : -C (CHs) 2- 
-e/K^tL^^ ; r 1 nm&T fr* jvxmWtZiix^x $> x ^mm 4 ~ 6MMVt7 ^ y -e* 

(6) Z + {± (Z-2) X^fl^^Xh^i^, 1ft t L<f4R 3 {4T5y-e^!9. <£ 0 

tL<i±, AJ45£:-c (ch 3 ) 2- -e/K$^^>^-e^^o 

(7) Z + {4 (Z-2) t?^^tLS3fet?*a^ % Af4^;:-C (CHs) 2- XT^ZtlZ, 
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&; R 2 {i7jt|f, - (CH 2 ) nNHCHs ( n (± 1 ~ 5 <P«£8c) s - (CHa) pCH (C 
Ha) NH 2 (p it 1 ~ 5 (Dmm.) t jfcttJBLTK** V*i**L*<Z>afc : 
Kb 7] 



; R 3 (i7lc«t^«T5 y ; XtiN^^tiCR 4 (R 4 {±tK«, ®»7/l'*/l'£fcfcM&»T 

li, R 2 li- (CH 2 ) nNHCHs (ntil~5«) ; R 3 li7 5y ; X J± N tr & & 0 
# fcff £ L < tt. R 2 ii- (CH 2 ) 3NHCH3 ; R 3 ii75y ; XtiN-C^So 

(8) Z + (£ (Z-2) ^ 3 *L* Ai±5£:-C (CHs) 2- -CTpSft* 
•) , R 2 (i»7^^f;K"lJ|^ tLTV^T % =fc V^I^D 4 ~ 6 .g«7 5 ^ T?** „ 

jfj L< {±R 3 ti7X«f fci±T5 J ; XfAN^iiC R 4 (R 4 {±tK*> ifcliteftT^* 

(9) Z + ti (Z-2) -C^£ti&*-Tr&&^^\ A}i^:-C (CHs) 2- X-TK^tiZ 
*;R 2 ii7X», ; R 3 «tK»^ ?t{±T5 j ; xiiCR 4 (R 4 S«7^^;vt tztei&mr 

[0 0 0 7] 

[ft 8] 
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(^f, R 5 }±7X« 4 tt * ^ si? * v-fitt^ ; R 6 te?m ttzliT^S ; R 7 J47jc« 
f fc\tiiji'tf*i/Gm& ; R 8 tt7K*t7t(iT5 ;i%M& ; R^TKfl^te^v^v^ 

«»;YS4)M;» («:tFn^-A ^n^7 (C K Br. I m , Ijfrrtflfr** 

(1) lti=r% (IV) <DUm 

(IV) (4, WO 0 2/0 9 0 3 6 4 ^^fBmo<&Mb^tJ-e& & #N ££J4 
Ib^r© (ID Mbi=rt> (in) ££OS£«.rfc « *)nhit%> 0 z<oWi&, »IL<li 
R 5 J47jt3t; R 6 tt75/ffl; R 7 «^;v^^v^K^-eab^»o 

>ffc^% (III) ^«ffl*f4 N (II) l*;K:^LTlf, $U~1 0*;K ffJ 

L < iiftJ l~2 ^e;n?&<2>o 

„ r;i/=f-;vSI (ffl : ,x.^y-;K ^V7"nAV-;i/) , KSI (#U 

f-;i/tfn 'J K>) , ^ h ($1 : T-te h ^ ^;vji^;v^t h >) , -f'J {W 
MeCN, 7°net->'J;i/) , y^f^7JV*^yK, 7X& t'Wfl/K £ tL& 0 iti?>© 

&tS?BKWt, illf , 2 0 ~ 1 0 0 °C, £f 3; L < 0 ~ 5 0 0 C-C&& 0 

(2) (vii) isiu* (viii) <D#m 
l) 7f£T~>;Wfc 

(vi) bik&m (iv) fct «t *Hb^ (vii) **#e>fL* 0 

*£\ j?iL<a, R a {4 7>;v^^rv^«^ ; r 5 (4tK*; R 6 a7^§I»; R 7 f4#;v 
3j?^r S"&H2fe ; R 8 fi^c3S?"C* & o 

-ffc^t? (IV) o-C6M*»4. (VI) it;w:WLtIf, #n~5^E;K jffJK 

\±m 1-2 *^t?*4o 

KlEiliLtlt (00: 7h7tKn75>> v^f- 

— t^;V > tert — T'f-fr* ^)l>3^ — TAt* y-f V7°nt:;i/x-f ;v) „ x-^T^M. (M 
: ^{xfA/, fi=g^^;K S^mn-^f-;v) , ^ n ^ ^b^b-Kit^l ($1 : v^nn^ 

> KSM (fl:*fl/A75 h\ N,N-^fWW7^ h\ N,N-v^f;V7 
•fe 1 T 5 K„ N-p< fiVlfn 'J F>) > ^ h (#J : T-fe h > ^;v^;i/^r > >) 
N - h'J ;v|S : M e C N, 7*a h U ;v) > f-;v^;v*^r v K, 7jc^ if^J 

RtsaKt±> it;- 4 o~ i o or, »^L<(4itjo~3 om^o 
*Mk&m (vi, vii, viii, t=so) {4, (vi, vii, viii, t=s) ^m^b 

t^iH:i!5#^ofc^fi^„ fftL<(i, (VII, T = SO) {4, ft&m (V 

II, T = S) *mtir&Z tKX l?ft*tfc*»t?i*o 
m<b^JtLT{4, m-Cl®SScJi.#Hfe (m-CPBA) , a»-fbiC3R N IWWIf^^^o 
-fb^ (VI) i4^K : WHBS 60-231684, 6 2 - 1 4 9 6 8 2f) 

±iaT^ MbKJSi4, xjutf* is («:*!««*«[, 

ti^fJV) teSEJfeLTffoT % iV> 0 lilt* L t li 7 ;v * 'J ^1 (M : N a , K 
T^*U±IK^JR(« : Ca, Mg)4W, tlMtLtiihV^f;V7r/, 

m$E# 2005-3030869 



#112 004-061506 : * 

li^Jx.!*, 1 -i^ f^7? y 7°n tf;u- 3 - ju<f-n,% frtfyj $ K • ftgfcffl (WSCD • HC 

1) > N,N' -^^ba^*/^/*^*^ § K, N,N' -*W-;i'y^r/-iK 
, N.N' $ :Ty*-;K 

-7A^;v7^t^F, 2 try frTJ V\ ta&hVy 

;i/ ^ n if #*JI v> <b 0 
[0 0 0 8 ] 

2) 3feffl»J& 

ffrfr* (VII) tz (Z + ^MiSi-^^xn^b^) ttRBZ^z-tKJ: i)ik&m ( 
VIII) *U& 0 iOft^ fflKli, R 6 li7?7§|I;R 7 tt)!/iV^yfil 

; RNi#/i^*S/#|£2£-T?*So (viii) oz±i:ffijU6fcLtr^9 

Zcoffifflfifi, (VII) K;vWLTfif, #&l~l 0t;K jtf2L<f±&i 

~ 2 ^^•C^'&o 

MitLTIi, Wilfx-fJVi ff7tFD77>, j;xf 

^.x-t-;]^ tert-y^-;vy ^;i/^--r;K ^W7nE>x-fjV) „ ^^y-)vm (M 
: ^ifti^^, IfeBkx?-/K mbi-y^-fr) , ($| : y^nn ^ 

*y, ^nn*^ izg^<kR*) > JjHfc*c*3E («:n-^tv, ^y-t£y N h ;vx 

■fehTS F > N-7f;n£ny K» , *rY>m (M: T-trhy, ^ji)xf;HK/) 
-hi; )vm (m : M e C N, y°n tf h i; ;v) , * y\ 7 jt& 

RiSiW»±a«, ft 0 ~ 1 0 0 t, j?i L < (±& 0 ~ 5 0 °C, J; 19 U t L < fift 1 0 ~ 
3 0 W$>2> 0 

(3) it&m (ix) surf (viii) <7)Mffi 

1) 3ffifgft|3|£j£ 

tt>&® (VI) Z*£JES3*Stfcfc:j: tHfc^W (IX) imhftZ>o fff L 

<(i, R 8 ti 7 jc* ; Rn^^^yfrilT^^,, (ix) oz±fcg&*i: 

2^E;u-e^>^ 0 

tert-7*^;V^f-;i/^--r;i/, $M y 7n tf ^;v) N jcx-jr/HSt ($j 

: ^m^fyK ^Sb-y^/i/) N ^ur>ik$$Ak&mm m : z??uu* 

^nn*M, wmtfem) > £Ht*3$g (« : n-^-9-y, ^y-fcfy, Mvx 
y) , 7 5 KSI (f|:^A7 5 K\ N,N-^f^A7 5 K\ N N-y7fjl/7 

>_"H J; HK (MlMeCN, 7°nk'tx h , ^f^W>K, 7jc^ if 



mSE# 2005-3030869 



#M 2004-061506 ^~ v : 9/ 

&j&m&\mits fa o ~ i o o °c, ut l < i$m o ~ 5 0 *c> * <? l < 1 0 ~ 
3 o°ce&&o 

2) 7{5/-7vMh 

(ix) tit&W (iv) £EO££« i tK £ (viii) Wb*L&o z.<o 

(iv) (D&m-aite, it^m (ix) i*^i:^L-cif, m~5*;K ^^l< 

ii&j 1 ~ 2 ^E^-ejbSo 
RJ£«tLT(±, ^Jx.(^-r-;v« t h5t Kn7 7'A v-^-f- 

: <spafej.-f-/K ftBfcifA', Wn-^^;v) , ^n^WtRlb7Kft* ($) : v^nn^ 
^nn*w, Egat-ffc**) > £tfbfc*IK (ffl:n-^3^>> ^>-t?>\ l;v^ 
, vm (M: *;VAT5 b\ N,N-^^f;v*M75 K„ N,N-y^f;V7 
•fe h 7 5 F„ N-^f;Vt:niJ F>) , h >S| ($| : T-fe 1 * 1 y) 

> - > 'J JHR OW : M e C N, -fn Mir - Y V )V) „ ^;v^;v*^v h\ Tfcfc 

SiSSKfi. o~i 0 o°c, &zL<\*mo~3 o°c-e&& 0 

tim»ii. m^9-r f, mtw\ wmim, m&wtte&yo. v\ m^^-r^ 

[0 0 0 9] 

(4) JMK 

ffrfr* (viii) ^^H^Mo^fe^J; i)Jtt«ttRJicJtw#-rtfcCJ: D-fb^rt? (D 
intuit flilf ^-r-;v« ($1 : 7-v-;i>\ >?*3r^>\ rh7tKo7 

-b?>, b/wn.;/) „ T 5 K3H (fJ:*^A7 5 h\ N,N-^WW7 5 h\ N,N 
-y^fjVT-fe h 7 5 F, N-^f-;vtin V F>) > ^ h >H (« : T-te h 
-^;V-7-h>) , x f 'J ;vi 0W:MeCN, 7nft-h'JiV) > - 1 («^Fo 

R)£«&±®1f^ ^tJ- 7 0 — 5 0 °C, L<t±^J-5 0~0°Ctr^^ o 
WtLttt, (0O:A1C1 3 . SnCU, TiCU) , 7*nh>S (#0 : HC1, H2SO4, 

hcio 4( hcooh, 7x;-jv) ^**<fiffl"C*, B^a^i r-v-;v^#ffl-r^o 

ft^Wfett^b-frW (I) ^M^fb^lfLTSijo-fb^ (I) . *<DUm±ft&Zft'2> 

*&m\*ZhK, it&m (I) > ^«0Mm±f^#$tL^iat Tcii-f-tL^oWfnt)^, 
* ;v ^> X XT/ 1 tz \± T ^ J ifiUm $ Ktzit^m 6 HW-t ^> o A« ^ »± WSB'fb^t? 
(VIII) **WjFS*L&o ^t^fetis ^f^attffl^^o 

(i) <o * ^ 3&*fiii8^ titz^^j tit, &tL<i*7 ®:mm±.o * 

i/frijtx.Xr-A'mM (CO OR 7 ) ^J:a f /*/Stt4fit©*^^'>n/*«i^7 u ^fll5S ( 
COOR a ) i:4otv>M^i^lftt^o ^x,^x;v«, #F i 3-e# ! ^Mtlt^ tLT * 

^>>?;v. p-;Fn^y^>) , (t - 7*f ;v^V;K y7x-;H 

ffllE# 2005-3030869 
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\ 10/ 



r^/-^sth©7 5 y^fitRStLfcfltSI («:nhr 6 ) &«> R 6 w 

(^i: ^nnrw) ^W^Sft&o 

jJBOfc/i'^Vfc.taV'SfctiTS y#«RS*ifc*frfrWtt, fulfil (4) fciBtt 

(I) 0«±fF#^tL^mi: LTti, t>^-T, M 

?k^o tilM^LTIi, T^*U^JR (Na, K4$) , 7>U*U±SH^* (MgH 

fv>yrr/, i^-wva ';x^-ji/7rA b'j^tKn^^w^ 

it^m ( i ) ommmiyww t lt r ;v a - $ 0 
. ni^^ife^ 'C>rt«> mm, mm, ^i»> mm 

^l§0J^lli±^'fe^F^5*«> ^-y'J^ittM/K^ff (PRSP) . 0«M 

tt«fcW©4Mlkgi£;fc>K mO. 1 ~ 1 0 Omg/0, 02 L< tt»0. 5~5 0mg/B£ 

77^7^, *;v^y^f jv^jvo-^, tKDJry7°ntf;Hj;vn-x, 

Me: ^ ; Et : xf> ; iPr: 4 V 7°n tf JU ; Bu* : t -~7^;v ; Ac: T-frf-jV ; DM 
F:^f;v*W75K; THF:t- h ?t Kn75> ; Boc: t -7* h dr->*;v^-;v ; 
PMB: p 1 ^ > v ;v ; bh:^>Xh K'J^ 
[0011] 

mmm 1 
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■^-y: 11/ 



[ft 9] 




(1) &3g#H2tT\ ft-^2 (425 mg, 1.2 nK)l)0^f^*^7 5 K (2.6 mL)v# 
iSK-ffrfrWl (877 mg, l.lmmol). H^th'JfA (229 mg, 2. 2 mmol) & Jnx> ^STl 
2B#IWit#L;fco i««l:^^fWA7 5K (8 mL), a-Mfc^V^A (1.28 g, 
7.7 mmoD^Jnx^ -40^ K<t;fep?&:i&fty (0.31 mL, 4.4 mmol) SriiT Lfco 0°Ct 
-el^-fitJL zK^TT? 1 mmUkWL, Z<DK1BWL*^*WBl1- 1 V * A (1.5 g) trinx ^Jc 
<%T^5 fcfcifiTjc (100 mL)^Ti-^ tit»^-^x/Co £ fc*^-?30#*#M^ ft 
RlfcfcJtlRU SETStft'J >*fflv>-Cft*U 3«r^tr»±fe»*^ffi^*W(1.33 

g)*#fco ioa^Wt^-ffl^^V^ (13 mD&tf- hn* (13 mL) 
H?U IiWT7-V-^ (1.41 mL, 12.9 mmol) & Jn£-40°C ic^ip L/Co -40°CT 
, ^bT^5— (2.0M - 1 9 6.5 mL, 12. 9 mmol) £$TF Lfc^ 0 o C"e 

lWfflWtWVtzo i ORE*^*^T» L f;lI£Ii*iS (30 mL), yxfJVx- 
(80 mL)0^^^fi§\ tK»«:^«I^ *«» *0. 5N»3£lftBfcde»ift (30 mL)t?2 

<b-6'W4 (MiM, 568 mg) fcfcfco 

^-NMR (D 2 0) 5: 1.50 (3H, s), 1.51 (3H, s) , 2.76 (3H, s) , 3.17 and 3.59 (2H, ABq 

, J = 17.9 Hz), 3.22 (2H, t, J = 6.3Hz), 3.72 (2H, t, J = 6.3 Hz), 4.83 and 5.10 

(2H, ABq, J = 14.7 Hz), 5.25 (1H, d, J = 4.8 Hz), 5.81 (1H, d, J = 4.8 Hz), 6.8 
9 (2H, d, J = 7.5 Hz), 8.19 (2H, brd-like). 

IR (KBr) cm" 1 : 3387, 3066, 1771, 1650, 1598, 1557, 1523, 1467, 1398, 1361, 1289, 

1217, 1167, 1065. 
MS (ESI): 620 + (M+H) + 

jtrnft^x C26H29N11O7S2 • 3.4 H20 

ft-JHt: C42.61 ; H.4.92 ; N.21.02 ; S.8.75 (%) 

£UMt: C42.67 ; H,4.68 ; N.21.05 ; S.8.55 (%) 

[0 0 12] 
W12 
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^-v: 12/ 



[ftio] 



X 1 DMF 

CQ 2 Bi/ O^OPMB 



Kl, AcCI 



DMF 




OPMB 



N(Boc) 2 Me 



AIC1 3 
anisoie 



CH2CI2 
CH 3 N0 2 




NHMe 




V 



-Boc , 
N(Boc) 2 Me 



(1) S*#H^T\ (389 mg, 0.77 mmol) <DV * f;V*;VA T 5 K (1.7 mL)*# 

C-ffc^l (558 mg, 0.7 mmolk 9klt1~ Y V A (144 mg, 1.40 mmoD^iP^^ S^T 
1 2B#FHl«#L7to Z<DKBWLKP '^WW7 3 K (6 mL), KI (813 mg, 4.90 mmol 
)£#nx., -40°C^<tiPft^bT-fef-;V (0.20 mL, 2.8mol)*iTL/to 0°C £ 
, 7jc^T-ei^W*#L, iOKJS««r^*itBfef- h U (1. 0 g) * iPx.7t*.J^T05 
%±i^7jc (100 mL)fci*T-*-<& fc»^4x./:o $ <b t«T^30^1Mu ifcK&fcit 
flfcU itffiTSm'fb 1 ; >*fflv>rte«L, 6*^trj*±fe»5feJ|*®Jfi&ja£ttK944 mg) 
fco i03fi^*W*tt'fk^'^V> (10 mUXtf- yu*?y (10 mD^MKMU m 
IWT7-V-;V (0.88 mL, 8.13 mmol) £in;L-40 o C Lfz 0 -40°CT\ mtT 

-r^i, (2.0M soln. in CH3NO2, 4.1 mL, 8.2 mmol) ^iTL/:t, 0*CT? 1 B#KSM$ 
L^o Z<DELJfcfo&fo#TWtWLfcl&fe&mfofe%L (30 mL). V^frz--T)\/ (80 mL 

)o*s^?w^&£\ im*ftW8t~ m®km*o.5mm7kmwL (30 mL)-e2iaamL^o 

»5fe, 360 mg)£#£o 

J H-NMR (D2O) 5: 1.49 (3H, s), 1.50 (3H, s), 2.15 - 2.26 (2H, m) , 2.71 (3H, s) , 
3.10 - 3.15 (2H, m), 3.26 and 3.51 (2H, ABq, J = 18.0 Hz), 4.23 (2H, t-like), 5. 
20 (1H, d, J = 4.8 Hz), 5.24 and 5.57 (2H, ABq, J = 15.0 Hz), 5.83 (1H, d, J = 4 
.8 Hz), 7.29 (1H, dd, J = 6.8, 7.7 Hz), 7.88 (1H, dd, J = 0.7, 7.7), 8.11 (1H, d 
d, J = 0.7, 6.8). 

IR (KBr) cm" 1 : 3377, 1770, 1651, 1601, 1566, 1495, 1469, 1398, 1362, 1320, 1223, 

1162, 1067. 
MS (ESI): 674 + (M+H) + 
Ttmfrtif C26H31N11O7S2 • 4.2 H2O 
tf-JMt I C.41.67 ; H.5.30 ; N.20.56 
: C41.68 ; H.5.16 ; N.20.46 
[0013] 

lit 1 1 ] 



S.8.56 (%) 
S.8.67 (%) 



H 2 N-^ 



"N 



CO a H °°2 



-Me 
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^-v: 13/ 



1 H-NMR (D 2 0) a: 1.47 (3H, d, J = 6.9 Hz), 2.75 (3H, s), 3.17 and 3.58 (2H, ABq, 
J = 17.9 Hz), 3.32 (2H, t, J = 6.0Hz), 3.73 (2H, t, J = 6. 0 Hz), 4.73 (1H, q, J 
= 6.9 Hz), 4.88 and 5.08 (2H, ABq, J = 14. 7 Hz), 5.24 (1H, d, J = 4.8Hz), 5.55 

(1H, d, J = 4.8 Hz), 6.91 (2H, d, J = 7. 8 Hz), 8.18 (2H, brd-like). 

IR (KBr) cm" 1 : 3396, 3065, 1771, 1650, 1601, 1557, 1523, 1453, 1397, 1358, 1287, 
1218, 1169, 1095, 1065, 1035. 

MS (ESI): 606 + (M+H) + 

jtWMft C23H27N9O7S2 • 3.6 H2O 

tUHft: C41.20 ; H.5.14 ; N.18.80 ; S.9.56 (%) 

mkiU: C41.16 ; H,4.74 ; N,18.79 ; S.9.13 (%) 



mm 4 

Ut 1 2 ] 



NH 



X H-NMR (D2O) a: 1.60 (6H, s), 3.29 and 3.66 (2H, ABq, J = 18.3 Hz), 4.20 - 4.27 
(2H, m), 4.50 - 4.57 (2H, m), 4.18 (1H, m) , 4.99 and 5.34 (2H, ABq, J = 15. 0 Hz 

), 5.31 (1H, d, J = 5.1 Hz), 5.91 (1H, d, J = 5. 1 Hz), 6.91 (2H, brd-like), 8.22 
(2H, brd, J = 7.8 Hz). 

IR (KBr) cm" 1 : 3398, 3060, 1769, 1649, 1601, 1553, 1468, 1400, 1362, 1291, 1217, 
1166, 1065. 

MS (ESI): 618 + (M+H) + 

Tiim^Jf C24H27N9O7S2 • 4.5 H2O 

ftlfffi : C.41.25 ; H,5.19 ; N.18.04 ; S.9.18 (%) 

C41.13 ; H.4.91 ; N,18.06 ; S,9.19 (%) 
Ut 1 3 ] 

H 2 N-<f"Jl^_H . K_ 

>< !oq 2 H C °2" 



^-NMR (D2O) d: 1.50 (3H, s), 1.51 (3H, s), 2.09 - 2.20 (1H, m), 2.42 - 2.54 (1 
H, m), 3.17 and 3.59 (2H, ABq, J = 17. 7 Hz), 3.37 (1H, dd, J = 4. 2, 12.9 Hz), 3. 
48 3.55 (2H, m), 3.70 (1H, dd, J = 6.6, 12.9 Hz), 4.45 - 4.52 (1H, m), 4.83 and 
5.11 (2H, ABq, J = 15.0 Hz), 5.25 (1H, d, J = 4. 8 Hz), 5.81 (1H, d, J = 4.8 Hz) 
, 6.89 (2H, d, J = 7.8 Hz), 8.18 (2H, brs). 

IR (KBr) cm" 1 : 3399, 2986, 1772, 1650, 1600, 1553, 1467, 1396, 1361, 1288, 1217, 

1166, 1065. 
MS (ESI): 632 + (M+H) + 
7c|?£-#T C25H29N9O7S2 • 3.9 H2O 
tl-JMt: C,42.78 ; H.5.28 ; N.17.96 ; S.9.14 (%) 
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: 0,42.53 ; H.4.99 ; N.18.04 ; S.9.23 (%) 
[0 0 14] 



, , . . _y S ~N O ii 




^-NMR (de-DMSO) 8: 1.43 (3H, s), 1.44 (3H, s), 3.00 and 3.31 (2H, ABq, J = 17. 
7 Hz), 5.04 (1H, d, J = 4.8 Hz), 5.21 and 5.33 (2H, ABq, J = 14. 1 Hz), 5.73 (1H 
, dd, J = 4.8, 8.56 Hz), 5.91 (1H, s), 6.86 (1H, t-like), 7.48 (1H, d, J = 7.5 H 
z), 7.82 (2H, brs), 8.15 (1H, d, J = 6.6 Hz), 8.18 (2H, brs), 9.65 (1H, brs), 12 
.8 (1H, brs). 

IR (KBr) cm" 1 : 3345, 3198, 2938, 1773, 1638, 1581, 1525, 1473, 1427, 1396, 1364, 
1284, 1160, 1061. 
MS (ESI) : 602\ (M+H) + 
lt%fr%r C23H23N9O7S2 • 3.1 H 2 0 
ft U\% : C.42.02 ; H.4..48 ; N, 19. 17 ; S,9.75 (%) 
HfMt : C.42.37 ; H,4.33 ; N.18.74 ; S,9.82 (%) 



: H-NMR (D2O) 8: 1.49 (3H, s), 1.50 (3H, s), 2.61 - 2.70 (2H, m), 3.26 and 3.51 
(2H, ABq, J = 17.7 Hz), 3.51 - 3.61 (1H, m) , 3.67 - 3.95 (3H, m) , 5.20 (1H, d, J 
= 4.8 Hz) , 5. 24 and 5. 60 (2H, ABq, J = 14. 7 Hz) , 5. 22 - 5. 35 (1H, m) , 5. 82 (1H, 
d, J = 4.8 Hz), 5.82 (1H, d, J = 4.8 Hz), 7.29 (1H, dd, J = 6.8, 7.8 Hz), 7.98 
(1H, d, J = 7.8 Hz), 8.14 (1H, d, J = 6.8 Hz). 

IR (KBr) cm" 1 : 3361, 1770, 1666, 1601, 1559, 1491, 1439, 1398, 1362, 1322, 1221, 
1165, 1112, 1066. 
MS (ESI): 672 + (M+H) + 
Ttmftffi C26H29N11O7S2 • 3.4 H2O 
ff-JHt I C.42.61 ; H,4.92 ; N,21.02 ; S.8.75 (%) 
C42.44 ; H,4.83 ; N,20.97 ; S.9.16 (%) 



mm 



ut 1 5 ] 




■ 2 i 



■urns 
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15/ 



[ftl6] 



H 2 N-<\ II 




NH 



J H-NMR (D2O) 5 1-49 (3H, s) , 1.51 (3H, s) , 3.11 and 3.47 (2H, ABq, J = 18.0 Hz 
), 3.35- 3.42 (4H, m), 5.28 (1H, d, J = 4.5 Hz), 5.88 (1H, d, J = 4. 5 Hz), 7.64 
(1H, t, J = 7.2 Hz), 8.03 (1H, brs) , 8.50 (2H, d, J = 7. 2 Hz). 
IR (KBr) cm" 1 : 3398, 1771, 1660, 1528, 1448, 1396, 1360, 1288, 1226, 1157, 1119, 
1066. 

MS (ESI): 630 + (M+H) + 

7Ult^$T C25H27N9O7S2 • 3.4 H2O 

fUfffi: C.43.46 ; H.4.93 ; N.18.25 ; S.9.28 (%) 

£M[ : C43.37 ; H.4.67 ; N.18.41 ; S,9.20 (%) 

[0 0 15] 
WJ9 



X H-NMR (D2O + DC1) a: 1.58 (3H, s) , 1.59 (3H, s) , 2.26 (2H, d, J = 13.2 Hz), 2. 
60 - 2.75 (2H, m), 3.21 and 3.47 (2H, ABq, J = 18. 3 Hz), 3.24 - 3.34 (1H, m) , 3. 
72 (2H, d, J = 13.2 Hz), 4.66 - 4.78 (1H, m). 5.29 (1H, d, J = 4. 8 Hz), 5.34 and 
5.53 (2H, ABq, J = 15. 6 Hz), 5.90 (1H, d, J = 4. 8 Hz), 7.07 (1H, dd, J = 6.6, 7 
.8 Hz), 7.93 (2H, t-like). 

IR (KBr) cm' 1 : 3382, 3183, 1770, 1594, 1559 1469, 1434, 1399, 1360, 1283, 1160, 
1065. 

MS (ESI) : 685 + (M+H) + 

%m^ff C28H31N10O7S2 • 4.2 H2O 

W-JMt: C.44.23 ; H,5.36 ; N.18.42 ; S.8.43 (%) 

$11: C.44.16 ; H,5.08 ; N,18.69 ; S.7.88 (%) 




mmm 1 o 
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^-v: 16/ 



lit 1 8 ] 



H 2 N— <\ 




J H-NMR (de-DMSO) 8: 1.43 (3H, s), 1.44 (3H, s), 2.23 (3H, s), 2.98 and 3. 53 (2H 
, ABq, J = 17.7 Hz), 5.10 (1H, d, J = 4. 8 Hz), 5.39 (2H, t-like), 5.76 (1H, dd, 
J = 4.8, 8.1 Hz), 6.78 (1H, t-like, J = 7.2 Hz), 7.35 (1H, d, J = 7. 2 Hz), 7.61 
(2H, brs), 8.18 (3H, m), 9.64 (1H, brs) , 12.7 (1H, brs) . 

IR (KBr) cm" 1 : 3351, 3197, 1773, 1635, 1567, 1523, 1477, 1397, 1364, 1284, 1224, 

1162, 1092, 1060, 1016. 
MS (ESI): 616 + (M+H) + 
5cX5*#f C24H25N9O7S2 • 3.5 H2O 
fMUft I C.42.47 ; H.4.75 ; N.18.57 ; S,9.45 (%) 
: C,42.50 ; H,4.18 ; N.18.31 ; S,9.36 (%) 

mm 1 1 
ut 1 9 ] 



J H-NMR (D2O + DC1) S : 1.60 (6H, s) , 2.68 (2H, q, J = 8.7 Hz), 3.35 (1H, d, J = 
18.6 Hz), 3.53 - 3.63 (2H, m), 3.70 - 3.97 (3H, m) , 5.27 - 5.40 (2H, m) , 5.49 an 
d 5.70 (2H, ABq, J = 14.9 Hz), 5.91 (1H, d, J = 5. 1 Hz), 7.33 (1H, t-like), 8.05 

(1H, dd, J = 7.8 Hz), 8.16 (1H, d, J = 6.6 Hz). 
IR (KBr) cm" 1 : 3374, 1769, 1666, 1601, 1560, 1491, 1440, 1400, 1362, 1322, 1222, 

1165, 1113, 1092, 1066. 
MS (ESI): 672 + (M+H) + 

%m$-$f C26H29N11O7S2 • 3.4 H20 

Wlfffi: C.42.61 ; H,4.92 ; N.21.02 ; S.8.75 (%) 
$11: C.42.67 ; H,4.68 ; N.21.05 ; S,8.55 (%) 
[0 0 16] 

mmm 1 2 



X H-NMR (D2O + DCl) a: 1.49 (3H, s), 1.50 (3H, s), 2.31 (2H, d, J = 12.5 Hz), 2. 




Ut2 0] 




tt5lE# 2005-3030869 



#M 2004-061506 



^-v: 17/ 



49 - 2.62 (2H, m) , 3.19 - 3.29 (3H, m) , 3.50 (1H, d, J = 17.1 Hz), 3.70 (2H, d, 
J = 12.5 Hz), 5.20 (1H, d, J = 4. 8 Hz), 5.24 and 5.59 (2H, ABq, J = 14. 7 Hz), 5. 
83 (1H, d, J = 4.8 Hz), 7.28 (1H, t-like), 8.03 (1H, d, J = 8. 1 Hz), 8.12 (1H, d 
, J = 6.6 Hz). 

IR (KBr) cm" 1 : 3374, 3179, 1771, 1602, 1557, 1491, 1438, 1397, 1362, 1320, 1224, 

1165, 1091, 1066, 1000. 
MS (ESI): 686 + (M+H) + 
jtm^Jx C27H31N11O7S2 • 4.0 H2O 
fl-JH! : C42.79 ; H.5.19 ; N.20.33 ; S,8.46 (%) 
: C,42.49 ; H,5.38 ; N.20.62 ; S.8.51 (90 

mnm 1 3 

Ut2 1] 



: H-NMR (D2O) $: 1.51 (3H, s), 1.52 (3H, s), 2.82 (3H, s), 3.13 and 3.57 (2H, AB 
q, J = 18.0 Hz), 5.31 (1H, d, J = 4.8 Hz), 5.72 and 5.85 (2H, ABq, J = 14.7 Hz), 

5.89 (1H, d, J = 4.8 Hz), 7.72 (1H, t-like), 8.31 (1H, s), 8.54 (1H, d, J = 6. 0 

Hz), 8.59 (1H, d, J = 8. 1 Hz). 

IR (KBr) cm" 1 : 3397, 1771, 1609, 1528, 1450, 1398, 1363, 1291, 1157, 1066. 
MS (ESI): 630 + (M+H) + 

C25H27N9O7S2 • 7.1 H2O 
If Jflf : C.39.64 ; H,5.48 ; N, 16.64 ; S.8.47 (%) 
I C39.73 ; H.4.81 ; N.16.66 ; S.9.28 (%) 

mmm 1 4 

UK 2 2] 



X H-NMR (D2O) $: 2.76 (3H, s), 3.15 and 3.55 (2H, ABq, J = 17.9 Hz), 3.33 (2H, t 
, J = 6.0 Hz), 3.73 (2H, t, J = 6.0 Hz), 4.86 and 5.08 (2H, ABq, J = 14.4 Hz), 5 
.21 - 5.23 (2H, m), 5.37 (1H, d, J = 2. 1 Hz), 5.84 (1H, d, J = 4.8 Hz), 6.90 (2H 
, d, J = 7.5 Hz), 8.16 (2H, brd-like). 

IR (KBr) cm" 1 : 3398, 3064, 1770, 1650, 1600, 1557, 1523, 1455, 1397, 1357, 1290, 

1201, 1170, 1065, 1065, 1020. 
MS (ESI): 604 + (M+H) + 
7C*5Mf C23H25N9O7S2 • 3.9 H 2 0 
ft-JMS : C.40.99 ; H.4.91 ; N,18.71 ; S.9.52 (90 




Me 




- 2 i 



tfJSE# 2005-3030869 



#JS 2004-061506 



: 18/ 



miU: C.41.05 
[0 0 17] 

mm 1 5 

[it 2 3] 



H.4.94 ; N.18.51 ; S,9.48 (%) 



H 2 N"<s J-ti S ^ 



^COoH C °2" N= < 

2 NH 2 



H 



1 H-NMR (D 2 0) 3: 2. 15 - 2.25 (2H, m), 2.70 (3H, s), 3.09 - 3.15 (2H, m), 3.21 an 
d 3.48 (2H, ABq, J = 17. 9 Hz), 5.16 (1H, d, J = 4. 8 Hz), 5.20 - 5.25 (2H, m) , 5. 
37 (1H, d, J = 2. 1 Hz), 5.56 (1H, d, J = 14.7 Hz), 5.84 (1H, d, J = 4. 8 Hz), 7.2 
7 (1H, t-like), 7.87 (1H, d, J = 7. 2 Hz), 8.10 (1H, d, J = 6.6 Hz). 
IR (KBr) cm" 1 : 3375, 3179, 1769, 1650, 1601, 1565, 1528, 1494, 1471, 1397, 1355, 

1320, 1200, 1167, 1113, 1067, 1022. 
MS (ESI): 658 + (M+H) + 

jtm^n C25H27N11O7S2 • 3.2 H20 

ftlMft: C41.98 ; H,4.71 ; N.21.54 ; S,8.97 (%) 
I C,42. 19 ; H.4.84 ; N.21.24 ; S.8.97 (%) 

%mm 1 6 

Ut2 4] 

X H-NMR (D2O) 3 : 1.82 - 2.03 (2H, m), 2.26 - 2.58 (4H, m) , 2.76 (3H, s) , 3.17 and 
3.60 (2H, ABq, J = 18.0 Hz), 3.32 (2H, t, J = 6.0 Hz), 3.71 (2H, t, J = 6. 0 Hz) 

, 5.11 (1H, d, J = 14.7 Hz), 5.27 (1H, d, J = 4. 8 Hz), 5.82 (1H, d, J = 4. 8 Hz), 
6.88 (2H, d, J = 7.2 Hz), 8.19 (2H, brd-like). 

IR (KBr) cm" 1 : 3377, 1770, 1666, 1602, 1566, 1494, 1471, 1397, 1319, 1233, 1162, 
1145, 1067, 1022. 

MS (ESI): 686 + (M+H) + 

TfiSWf C25H29N9O7S2 • 2.4 H2O 

tfMiU : C44.49 ; H.5.05 ; N, 18.68 ; S.9.50 (%) 
C.44.42 ; H.4.96 ; N, 18. 78 ; S, 9. 34 (%) 

mmm 1 7 



2005-3030869 



#M 2 0 0 4 



0 6 1 5 0 6 



19/ 



Ut2 5] 




H 



^-NMR (D 2 0) 8: 1.81 - 2.02 (2H, m) , 2.15 - 2.40 (4H, m) , 2.45 - 2.54 (2H, m) , 
2.70 (3H, s), 3.10 - 3.15 (2H, m), 3.25 and 3.52 (2H, ABq, J = 18.0 Hz), 4.22 (2 
H, t, J = 7.2 Hz), 5.22 (1H, d, J = 4. 5 Hz), 5.25 and 5.56 (2H, ABq, J = 14.4 Hz 
), 5.84 (1H, d, J = 4.5 Hz), 7.28 (1H, t-like), 7.87 (1H, d, J = 7.2 Hz), 8.11 ( 
1H, d, J = 6.3 Hz). 

IR (KBr) cm" 1 : 3377, 1770, 1666, 1602, 1566, 1494, 1471, 1397, 1319, 1233, 1162, 

1145, 1067, 1022. 
MS (ESI): 686 + (M+H) + 
5c*##f C2 7H3 1 Ni 1 0 7 S 2 • 3. 3 H 2 0 
WiHi : C43.52 ; H.5.09 ; N,20.68 ; S,8.61 (%) 
mMM: C43.49 ; H.5.06 ; N.20.66 ; S,8.68 (%) 
[0 0 18] 

mmm 1 8 



J H-NMR (D 2 0) S: 1.50 (3H, s) , 1.50 (3H, s), 3.17 and 3.58 (2H, ABq, J = 18.3 Hz 
), 3.24 - 3.37 (1H, m) , 3.62 (2H, d, J = 7.4 Hz), 3.95 (2H, dd, J = 7.4, 11.7 Hz 
), 4.19 - 4.25 (2H, m) , 4.84 and 5.07 (2H, ABq, J = 15. 3 Hz), 5.25 (1H, d, J = 4 
.8 Hz), 5.83 (1H, d, J = 4. 8 Hz), 6.85 (2H, d, J = 7. 2 Hz), 8.06 (1H, brs) , 8.20 
(1H, brs). 

IR (KBr) cm" 1 : 3395, 3066, 2986, 1771, 1650, 1598, 1557, 1523, 1467, 1398, 1362, 
1290, 1216, 1165, 1065. 
MS (ESI): 632 + (M+H) + 
Jtmfttfx C25H29N9O7S2 • 3.6 H2O 
ff-JHft I C43.il ; H,5.24 ; N.18.10 ; S,9.21 (%) 
: C43.04 ; H.5.04 ; N,18.37 ; S.8.92 (%) 



Ut2 6] 




- 2 i 



mm 1 9 



mtE# 2005-3030869 



#M 2 0 0 4 - 0 6 1 



5 0 6 



20/ 



Mb 2 7] 




^-NMR (D 2 0) 5: 1.41 (3H, d, J = 6.6 Hz), 1.49 (3H, s) , 1.50 (3H, s) , 2.09 - 2. 

11 (1H, m), 2.15 - 2.27 (1H, m), 3.25 (1H, d, J - 17.7 Hz), 3.41 - 3.54 (2H, m), 
3.24 (2H, t, J = 8.1 Hz), 5.20 (1H, d, J = 4.8 Hz), 5.25 and 5.57 (2H, ABq, J = 
14.7 Hz), 5.83 (1H, d, J = 4.8 Hz), 7.30 (1H, t-like), 7.89 (1H, d, J = 7.8), 8 

.12 (1H, d, J = 6.6). 

IR (KBr) cm" 1 : 3368, 3180, 1770, 1651, 1566, 1495, 1469, 1399, 1362, 1320, 1222, 

1162, 1066. 
MS (ESI): 674 + (M+H) + 

Ttmfrtfx C26H31N11O7S2 • 3.1 H20 

tmcffi: C42.80 ; H.5.14 ; N,21.12 ; S.8.79 (%) 
$m.te: C,42.96 ; H,5.26 ; N.20.93 ; S,8.35 (%) 

mmm 2 0 

lit 2 8] 



X H-NMR (D2O) d: 1.50 (3H, s), 1.51 (3H, s) , 2.78 (3H, s), 2.97 and 3.22 (2H, AB 
q, J = 18.0 Hz), 4.32 and 4.53 (2H, ABq, J = 15. 6 Hz), 5. 24 (1H, d, J = 4.8 Hz), 
5.43 and 5.61 (2H, ABq, J = 15.6 Hz), 5.83 (1H, d, J = 4.8 Hz), 7.12 (1H, dd, J 
= 6.0, 7.5 Hz), 7.74 (1H, d, J = 7. 5 Hz), 7.87 (1H, d, J = 6.0 Hz). 
IR (KBr) cm" 1 : 3381, 3189, 1768, 1577, 1526, 1469, 1399, 1362, 1284, 1227, 1158, 
1066. 

MS (ESI): 645 + (M+H) + 

jtmfttfx C25H28N10O7S2 • 5.2 H20 

ffiffft: C40.67 ; H,5.24 ; N.18.97 ; S.8.69 (%) 
m.W. C40.57 ; H,4.76 ; N.18.65 ; S.9.12 (%) 

mmm2 1 




Me' 



{it 2 9 ] 




ffifE# 2005-3030869 



mm 2004-061506 



^-V I 21/E 



J H-NMR (D 2 0) 8: 1.48 (6H, s), 2.31 (2H, m), 2.69 (3H, s) , 3.03 - 3.09 (2H, m), 
3.17 and 3.38 (2H, ABq, J = 17.7 Hz), 4.53 (2H, t, J = 7. 2 Hz), 5.19 (1H, d, J = 
4.8 Hz), 5.55 and 5.69 (2H, ABq, J = 15.0 Hz), 5.83 (1H, d, J = 4. 8 Hz), 7.03 ( 
1H, d, J = 3.8 Hz), 7.68 (1H, dd, J = 6.0, 8.1 Hz), 8.12 (1H, d, J = 3.8 Hz), 8. 
59 (1H, d, J = 8.1 Hz), 8.64 (1H, d, J = 6.0 Hz). 

IR (KBr) cm" 1 : 3420, 2985, 1774, 1611, 1525, 1498, 1467, 1393, 1361, 1286, 1158, 

1122, 1062. 
MS (ESI): 658 + (M+H) + 
TtM-frtfx C27H31N9O7S2 • 5.3 H2O 
thlHi : C43.05 ; H.5.57 ; N.16.74 ; S,8.51 (%) 
mmM: C42.98 ; H.5.37 ; N.16.69 ; S.8.59 (%) 
[0 0 19] 

mm 1 

Vc&m (I) «ffittl:ov^I^)t„ 

Wfb§£mR±m.m (mic : MS /mi) <Dwm±B ^t^mm^mmmz-m^, mm 
if±iooo cfu/spot, mmmitm^r^ x^mm^m^r, m^w^mzx^n 



(MIC: /zg/ml) 
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S. pneumoniae Type I 
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0.25 


0.125 


0.125 


0.25 


0.125 


E.coli NIHJ JC-2 


0.125 


0.125 


0.125 


0.25 


0.125 


0.125 


P. aeruginosa SR24 


0.5 


0.5 


0.5 


0.5 


0.25 


0.5 


H. influenzae 
ATCC49766 


0.063 


0.032 


0.063 


0.016 


0.032 


0.032 



mmm 1 



ffilE# 2005-3030869 



#11 2004-061506 



: i/E 



mm] 

mm] mm$& i «i £^-tr mnm km vrm^-mmx zm-t & * 




Mb 2 ] 




R 3 



(Z-l) (Z-2) 

cr 4 (R 4 ti7jc*s 7^(i@m$^-cv>T^ i^fiir;^;v) ) 



mm% 2005-3030869 



mm 2004-061506 

tu i a i i it m. 



1/E 



[0000019 2 6] 
^H^J3 B 1 9 9 0 ^ 8^230 



3 Ti 1 # 8 -t 
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